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ffS3^-2 


1*9 1 






Cmg/kg) 


¥*J +_S. E. M. ) 




MPTP^Bt^ 




2185+156. 2 


MPTPtfci^ 


MPTPS^ 




OPT £f|. £ 


ft^^J 3 • 


MPTPt4 


40 


228+ 82. 6 




MPTPS4 


10 


961 + 164.7 * 




* 


P<0. 05 
[*i o] 





(15) 

29 

msm- 3 



4#!T2 6 1 3 3 5 2 

30 



[0 0 5 8] 



[0 0 5 9] 





(mg/kg) 


( +i *H k - 
V 77 V7 r #X , 

¥^ +S. E. M. ) 




j 




^ljj i £AJQ» 1 




MPTP1S4 




1 7-1- A Q 




MPTPS^ 
+ 

Yk-^^j 5 




94-1- R 




MPTPS4 
+ 


10 


34±_ 12. 1 




MPTPS^ 


10 


78±_ 48. 3 






[*1 1] 






(rag/kg) 


v /■/ v ✓ r kx , 
TO +_S. E. M. ) 




MPTPHfS4 




X 0 I ♦ 




MP T P J$i* 








MPTPtfci* 


40 


2174- 84 2 




MPTPS4 
+ 

6 


40 


458Jil53. 7 * 




MPTP^4 
+ 

^£<f& 7 ts^ 


40 


310+119.5 






p<0. 05 
[ti2] 





(16) 



fF2 6 1 3 3 5 2 



31 


msm- 5 




32 




<mg/kg) 


¥^±S. E. M. ) 




+ 




2252 + 210 1 




MPTP&i? 

+ 




18+_ 8.4 




MPTP^ 
+ 

<t&%& 9 


40 


41± 18.0 




MPTPfS:-^ 

+ 


40 


32+ 21 2 


<t&W 1 1 


MPTPS^ 

fl^ta 1 1 


40 


20 +_ 7. 1 


<y&® 8 


MPTPS4 


40 


43 + 28. 3 



[0 0 6 0] fft§£0i|2 /NP^y K— /WR5S**U^> 

5 MSpCD$£t£ddY n-^^ «$fi22—24g, 0 *SLC ) £ 1 
8¥5CC^V^-Cll^^:fTo/c 0 y>P^U K— /KJanssenfct 
W & 0.3%CMC|«U LOmg/kg^*^^^0KF^ 30 
fcK#Ufc 0 KBMfr&ttfcfc, 0.3 %CMCBJHKtL 
T, ^fcfiTwe e n 8 0«|]Dlfc|MfflIS* 
<*««HStt» tBliRtLtfflV^. L-K 
(L-DOPA ; ttfrffffxatth&l) »UtSIH> 
t7^K (benserazide HCl;a5ftl5£»Xjl4t») I* 0.3 

*rg-*#V^»»ift [0.3 %CMCBSS*fcttTwe e 

n 8 0 *«anbfcffl»tflias«* (*8ttJK%tK) ; » 

BB] **Jh,«hwKnJg^ ("^9*#fil0gS 9 0. lml ) 40 

. *ll.0cm ©-&{c:^^^<OP5flff]K©*., P5«Jtt<£>*4r 

lOmg/kg *tflS|j|«L- K— ^lOOrng/ 

kg*5 X Vir 9 K25mg/kg flf ffl i UfiBrtS:-* L 

[0 0 6 1 ] 



«Ktt»ltti*ra!&siO|WSJL± 
[0 0 6 2] SS^^W^tt l«5 E^cd^; ^ w^v— ^ =1 

[0 0 6 3] *Sft*r*4*te:^L*:o 
[0 0 6 4] 

[a i 3 ] 





(17) 






33 


&4^-l 




34 








(%) 


0.3% cmc mm) 


25 


0 




L- K-/< 


20 


3 


20 










1 


13 


5 


48 


2 


11 


5 


56 


3 


20 


4 


20 


4 


20 


4 


20 


5 


18 


4 


28 


6 


19 


3 


24 


7 


13 


4 


48 


11 


20 


3 


20 


L- K-/< 


18 


4 


28 


+ ^ V -fe ^ K 








13 


5 


5 


80 


15 


19 


4 


24 


16 


20 


4 


20 


18 


20 


4 


20 


19 


19 


3 


24 


20 


19 


3 


24 


23 


18 


4 


28 


24 


19 


4 


24 



[0 0 6 5] [S14] 





* 3 7^ff £J 




& (%) 


0.3% Tween 80(*tfl8) 


25 


0 




L- K-/* 


18 


4 


28 










25 


12 


5 


52 


31 


18 


4 


28 


48 


6 


5 


76 


50 


19 


3 


24 


53 


20 


4 


20 


59 


19 


5 


24 



[0 06 6] fttt«iKR * *Lfc 0 

M2 0+lg©d day$h?<>*$r lS¥3EEfflt\ f£g& [0 0 6 7] 

ik&®}*mux*&- i *\^t^ 7 a soo5Et:^»5rm [Si 5] 

*L*/hS0E* (MLD) «£r#«>fc 0 «Sf*«5^t * 



35 



(18) 



#flF 2 6 1 3 3 5 2 

36 







MLD fme/ker) 




MLD (me/ke) 


1 


> dull 


oo 


> OUU 


2 


> 300 


o4 


^ 1 AA 

> 1UU 


d 


> oOU 


oD 


w i no 
> 1UU 


4 


> dOO 


0£f 
OO 


w 1 AA 

> 10U 


5 


_ OAA 

> 300 


o rr 

37 


. OAA 

> dOU 


a 
6 


> 300 


o o 
do 


- 1 A A 

> 1UU 


7 


OAA 

> 300 


39 


^ AAA 

> 300 


8 


> 300 


A A 

40 


. -« A A 

> 100 


9 


OAA 

> 300 


41 


_ f A A 

> 100 


t a 
10 


^ o a a 
> 300 


A O 

42 


> 100 


11 


> 300 


43 


> 100 


12 


o a a 
> 300 


44 


OAA 

> 300 


o 

13 


a a a 

> 300 


45 


w AAA 

> 300 


14 


> 100 


J A 

46 


OAA 

> 300 


15 


> 300 


A W 

47 


-1 A A 

> 100 


16 


OAA 

> 300 


48 


OAA 

> 300 


17 


AAA 

> 300 


A A 

49 


^ A A 

> 100 


18 


> 300 


50 


«_ OAA 

> 300 


19 


^ OAA 

> 300 


51 


_ 1 A A 

> 100 


on 
20 


w o aa 

> dOO 


CO 

52 


^ OAA 

> oOU 


21 


> 300 


CO 

53 


. -J A A 

> 100 


on 


w OAA 

> 300 


54 


> 100 


2d 


> oUO 


55 


1 A A 

> 10U 


OA 


1 AA 

> 1UU 


OO 


> 1UU 




> oUU 


O / 


> OUU 


26 


> 100 


58 


> 300 


27 


> 100 


59 


> 300 


28 


> 100 


60 


> 100 


29 


> 300 


61 


> 100 


30 


> 100 


62 


> 300 


31 


> 300 


63 


> 100 


32 


> 100 







[0 0 6 8] g£5^<fctU£, ^tOMLDffi>10 
0mg/kgfc5V^>3 0 0mg/kg^fe^ 

So 

[0 0 6 9] {fc<&4fc (I) Sfctt-tojgaW^fFSESix 
MMtLttffl^fo6 0 (i) 



[0070] illp|Hffl»^i^*)S«ari^1*<^>■^«l^:*3v^T 



37 

-^-jR«s«r«fflbr»sfi-e*s. mm. %#L *tt 
/i<m&zfgm\*. 7?h~*s 

^E^tt^J, ^ y -fe y BTfflffli«f fcfflv^-casfi-et 
[0071] tt*f»tt. S^STk, 

[0072] ft-fr* ( i ) %\^<\±*<Dmmtfy\zxm* 

fc&J&S, iifif 1 01^ 0.01—2 5mg/kg^3-4 

[0 0 7 3] KTi^lll6«X^#%«^J:oT**W© 

[0 0 7 4] 

HJMJ1 

5, ^ /-l, 3- v^tr bf/U5r7v'/H-35g (5. 96 * 

yyu»i.35g(6.55 ^y^-/u) *fflv\ mnmitms 

J:Wfe s 0 f5r^a^ ffc^fcl 6£rl.54g (Jfc^ 
65%) fifefl-^fi <t ITllfc, 

[0 0 7 5] ffikjft : >275 <C 
TciS^Wffi : CiJUM)* drbt 
ajftfflW) : C 63.62, H 6.10, N 14.13 
HMffift) : C 63.57, H 6.24, N 14.36 
IR(KBr) v max (cm -1 ) : 1693, 1636, 1582, 1511 
NMR(DMS0-d«;270MHz) 6 (ppm) : 12. 52 (1H, brs) , 7.63 
(1H, d, J=16. 2Hz) , 7. 10—7. 06 (2H, m) , 6. 95—6. 86 (2H, 
m), 4.29(4H, s), 4. 15— 4. 10 (4H, m) , 1. 90— 1. 65(4H, 
m), 1.05— 0.95 (6H,m) 

[0 0 7 6] mi&ffl 2 

(E)-8-[2-(l f 4-^O^y r i^^-^r-y->'-6- >{ /V) tf^/^-7- 
^^=■^-1,3- *J-?* (ft^ttl 7) 

it&m b <of$t> r> i^mi&m 1 xmhfrtz.ik&m ie©i. 

0 g(2.52 $y*^)*rfl|u\ #401 1 j: ^ffPStKotR 
5r£f-J:D. {fr&4fcl 7Sr840mg(iR*81%)»»fe*Hfc 



(19) #fff 2 6 1 3 3 5 2 

38 

ittTUfc. 

[0 0 7 7] g6,6 : 181. 9—182. 3 *C 
7tmftVfi& : CaHadM). £ IT 
M^W ft) : C 64. 37, H 6. 38, N 13. 64 
Hfflfitft) : C 64.56, H 6.63, N 13.92 
IR(KBr) v max (cm -1 ) : 1693, 1651, 1510, 1288 
NMR(CDCl 3 ;270MHz) 6 (ppm) : 7. 67 (1H, d, J=15. 5Hz), 
7. 10 (2H, m) , 6. 88 (1H, d, J=8. 3Hz) , 6. 74(1H, d, J=15. 5H 
z) , 4. 30 (4H, m) , 4. 13—3. 95 (4H, m) , 4. 03 (3H, s) , 1. 88 
10 — 1.65(4H,m), 1. 03— 0. 94 (6H, m) 

[0078] mxm s 

(E) -8- (3, 4- * U > i/X f- y /l>) -1, 3-i?Zf P t° 

yU^i^V^V (i\&mi 8) 

5,6-v^T^ y-1,3- v^n 9 9^/^4.25 8 (18.8 ^ 
y ^e/U) aot3, 4-* ^ 1/ V^^->ttft»4. 33g (22. 6 

^y^A-) «rfflv\ i t mtmk<owk^no 

<fc 9 , it&m 1 8 £4. 92 g (JR*69%) * £ LT 

#fc. 

20 [0 0 7 9] : >270 <C 

7GiSi##ffit : WUWX 0. 75ft0 t LT 

ft) : C 60. 50, H 5. 72, N 14. 43 
HaMfi ft) : C 60. 67, H 5. 98, N 14. 15 
IR (KBr) v max (cm 1 ) ' : 1688, 1648, 1499 
NMR (DMS0-de; 270MHz) 6 (ppm) : 13. 49 (1H, brs) , 7. 56 
(1H, d, J=16. 3Hz) , 7. 30 (1H, s) , 7. 07 (1H, d, J=8. 4Hz) , 

6. 97—6. 89 (2H, m) , 6. 07 (2H, s) , 3. 98 (2H, t, J=7. 2Hz) , 
3.85(2H,t, J=7. 3Hz), 1. 75— 1. 35 (4H, m), 0.95—0.80(6 
H, m) 

30 [0 0 8 0] 

(E) -7- * ^/P-8- (3, 4-7* ^ U 1/ i^^-^r i/X ^ V /U) -1, 3- 
i^^ntV^i^^V (fk^Wl 9) 

B <Oft;b 19 t^^llfeffil 3 X^htvt^k&yo 1 8 (7)3. 
0 g(7.85 ^y^^)«rfflV\ 1 i: f5fSRIfi!©Sfc 

V.fcipS^-r^^irf-^ 1 ?. {b^fel 9^2.33g (iR 

[0 0 8 1] iK^: : 151. 7—155. 4 *C 
Tt^^WfB : CwHmNA 0. 25H.0 t LT 
40 Hffeffift) : C 62.91, H 6.16, N 13.97 
HiBMfi ft) : C 62.88, H 6.25, N 13.72 
IR (KBr) v max (cm -1 ) : 1689, 1650, 1498, 1443 
NMR(CDCl 3 ;270MHz) 6 (ppm) : 7. 70 (1H, d, J=15. 6Hz), 

7. 10 —6. 95 (2H, m) , 6. 84 (1H, d, J=7. 9Hz) , 6. 72 (1H, d, J 
=15. 6Hz) , 6. 02 (2H, s) , 4. 10 (2H, t, J=7. 3Hz) , 4. 04 (3H, 
s), 3.97(2H, t, J=7.3Hz), 1. 90 — 1. 65(4H, m) , 1.05— 
0.90(6H,m) 

[0082] mmm s 

(E) -8- [2- (4-^ hdrv-T^^^/V) t 9 
50 JURIST- > (fk^tt6 1) 



(20) 



Wfff 2 6 1 3 3 5 2 



39 



40 



10 



5, y-1,3- *J?xx \f/U^yiy/U3.0 g (13. 3 ^ 

y^e/W ftt*3-<4- / h^Vt7f/^) T^U/^3.33 
g (l4.6 Srfflv\ l t WSP«<7>Jftf^ 

- t f-J: 9 . ft&m 6 1 £3. 12 g 0K*56%) jtfiffl- 

[0 0 8 3] : >280 *C 

aBSrtS(%) : C 68.88, H 6.26, N 13.39 
USHfiOO : C 68.90, H 6.38, N 13.49 
IR(KBr) v max (cm -1 ) : 1699, 1649, 1486, 1273 
NMR(DMS0-d«;270MHz) 5 (ppm) : 13. 58 (1H, brs), 8.43 
(1H, d, J=16. 5Hz) , 8. 36 (1H, d, J=8. 6Hz) , 8. 24 (1H, d, J= 
8. 6Hz) , 7. 98 (1H, d, J=7. 8Hz) , 7. 70—7. 54 (2H, m) , 7. 12 
— 7. 06(2H,m), 4.03(3H, s), 4. 02—3. 86 (4H, m) , 1. 79— 
1.56(4H,m), 0.92(3H,s), 0.89(3H,s) 

[0 0 8 4] mmm e 

(E)-8-[2-(4-^ h^i/f7f/W tr=./H-7-* 3 
- i^n \?)V^l/=3-l/({Y&m§ 2) 
ffr^ttB <Z>ftb "9 5 -?#fe*bfcffr&«i 6 1 COL 

6 g(3.82 ^y^^)«rfflV\ tl3ctfra«©tft 

^rt^i^ ffr&*6 2&1.25g 0fc*76%)*itfeR * 

fg6|£ 



20 



[00 8 5] Rfcj£ : 212. 6—213. 9 t 

Tcmftvtm : c 2S H 2 8N 4 a t lt 

IMfi (%) : C 69. 43, H 6. 52, N 12. 95 
HJBJffl (%) : C 69. 46, H 6. 68, N 12. 95 
IR(KBr) v max (cm" 1 ) : 1701, 1650, 1486, 1439, 1267 
NMR (CDC1 3 ; 270MHz) 6 (ppm) : 8. 52 (1H, d, J=15. 5Hz) , 
8. 34 (1H, d, J=8. 3Hz) , 8. 23 (1H, d, J=8. 6Hz) , 7. 77 (1H, d, 
J=8.3Hz), 7.66 — 7. 52(2H,m), 6. 89 (1H, d, J=15. 5Hz), 
6. 87 (1H, d, J=8.3Hz), 4.18 — 4. 11 (2H, m), 4.07(3H, s), 
4.06(3H,s), 4. 02— 3. 97(2H,m), 1. 95— 1. 64(4H, m), 
1. 03 (3H, t, J=7. 3Hz) , 0. 98 (3H, t, J=7. 3Hz) 

[0086] mmm7 mm 

1, 40g, y$ Y— *2 86. 8 g *3 J;0«JS»*T?^-&S 
A/6 0 gSrfi'&b* t Kp^^PtVut/m^c^i 
0%tK^1 2 0 g&Jnfcfco rcD^^i^^&^J: *) 

is^u sBKbT*a»s*fc«. ■Ettur»Bii«E£b 

7to rtl(^f7 y ism**?* is? Ml. 2 g £*[J;tTi£ 
^ 8 mm^ o fcfi*^BK (S§tM±KRT-1 

5 a> ttre^ot, am (i«*>fc9«sH**»2 o 

mg^ftS) &»fc 0 «TfcK«#I 1 9 com 



2 0 
14 3. 4 

3 0 
6 

0. 6 



m g 
m g 
m g 
m g 



[oo87]. nmm 8 

2, 20g, 7^f-^6 5 5 gWi:H5^Lt^ 



2 0 0 mg 

0 00g*fc9i5(t*»2 0g«r4tt5) Sr»fc. £k 



2 0 

6 5 5 
2 8 5 
4 0 



m g 
m g 
m g 



it 



[0 0 88] mifaM 9 ^^-fe/l^J 
ttffifc J: 9 #C<Di&j&;$> ft £ # ^-fe/^J Srfft* bfc. 
^fel, 2 00 g, 9 5 gW^fTJJ 

v^>^5g^ft{a^I§U„ ^OS^ 
# ^/Uftmm (iF^VttSL LZ-641) K J; 9 . 

»83c 



1,00 0 mg 

K^^°ir/V4-^ ( 1 j&^-fe/UfcfcO 1 2 Omg^ 
ft) fc^KU ^ir/i^J ( 1 ^-fe/ufcfc 9 iSfttJ*» 



2 0 mg 



(21) 



Wtf 2 6 1 3 3 5 2 



41 



42 



9 9. 
0. 



m g 



[0089] mmm i o mtm 

2 , i g ^mmy-f x»ioo g u ^ 

^9^ 
2 



12 0 mg 

(l^>rr^fcfe9Slfefi!c5>2mgS:&'a'-rS) & 
L-/c 0 



2 

2 0 0 
. 2 4 
5 0 
. 7 2 



m g 
m g 
m g 
m g 
m 1 



[0 0 9 0] #%#J 1 : 
(E) -8- (3, 4" V* h^^fy A-) -7-^ ^vW-1, 3- 

Ptv^f-yfy «k-&4fci) 20 

5, 6-v?7 S / -1, 3- *J7u tVU 9 9 ->/l/ (*S«fM=*2, 
602, 795 -^<&#)2. 00 g (8. 85 ^ ]) ^A-) <D-J^^c^^3 
0ml-7K60ml^^i^ N 3,4-v^ h ^>S&R2. 03 g 
(9. 74 ^ V =e/l>) RXf3-(3- -J^^/UT % / t°/W)- 
l-m^/u#/u#v?-<f * K*Bfc*£2. 54 g (13. 3 ^ V *r/V) 
&M*-tt 0 K*«S:pH5.5 ^SW5L*^e>^m"C2«rra 
«#L;fc 0 E/£»«r**lU ^nr3^/UA50mlT*3lHltt 

^!l*^7^n-rh^77^- 2% 30 

^/-V^pp*M) T?#«-tt«u (E)-£-7 
?;-5-(3,^ h^rv^v-V^Y/t-T^ J)-\ t 3--Jzf 
Pt°/U!>7^ (ffr£«feA) £:3.47g (lR*94%)^^?g 

[0 0 9 1] NMR(CDCl,;90MHz) 6 (ppm) : 7.84(lH,br 
s), 7.50(lH,d, J=15.9Hz), 7. 10 —6. 65 (3H, m) , 6.53(1 
H,d, J=15.9Hz), 5. 75 (2H, brs), 4.00 — 3.50(4H,m), 3. 
85 (6H, brs) , 2. 00— 1. 40 (4H, m) , 1. 10—0. 80 (6H, m) 

[00 9 2] {t<&mA(D3. 38 g (8. 13 5 V fri?* 
3r^V40ral N 1 NzkBSffc-*- h V l> A**SR80ml*rJB*., 40 
i05>wajR««L.fco »9«*»U SfBLfcMM 

rirtdJ:!?, (E)-8-(3,4- h^v-^^y A0-1.3-V* 
tf/U^-^-^v tflrfMbB) £2.49g (lR*77%) 6 

[00 9 3] RkjK : 260. 0—263. 8 <C 
TC^^Wfil : CaiHwNA tLT 
g^ffi (%) : C 63. 30, H 6. 57, N 14. 06 
HiBMfift) : C 63.29, H 6. 79, N 14.21 

IR(KBr) v max (cm" 1 ) : 1701, 1640 ^-50 



2.0 0 ml 
^:NMR(DMSO-d 6 ;270MHz) 6 (ppm) : 13. 39 (1H, brs) , 7.59 
(1H, d, J=16. 7Hz) , 7. 26 (1H, d, J=l. 8Hz) , 7. 13 (1H, dd, J= 
1. 8, 8. 6Hz) , 6. 98 (1H, d, J=8. 6Hz) , 6. 95 (1H, d, J=16. 7H 
z), 3.99(2H, t), 4.00— 3.85 (2H, t), 3.83(3H,s), 3.80 
(3H, s), 1.80— 1.55 (4H,m), 1. 00— 0. 85 (6H, m) 
[0 0 9 4] {frg»4feB<£>1.20g (3.02 ^ D *M *-J* 

1.04g(7.55 ^y^E-/^) 3CV^3 ViktJ'/l'O. 38ml (6. 0 
4 ^y^/U) £*D;i. SQXlX^OfrfflffiW bfc 0 »ip« % 
*S»*«fflfc:J;»3ISfe£, itf£(£*400ml £r*0x.*: o ^ 
nn*/KM00ml -C3|Hl«a«. ttttl««:*"T? 2 

*ia*"t? i eh^u m&ffim± h y pj*-vm&&. * 

#774— 1%**/— 



^ t (- «t 9 . 1 * 1. 22 g 0K*98» afefl-^S t 

[0 0 9 5] i^^: : 164. 1—166. 3 *C 
TC^^Wffi : C22H28NA t tt 

: C 64.06, H 6.84, N 13.58 
HSMSft) : C 64.06, H 6.82, N 13.80 
IROCBr) v max (cm 1 ) : 1692, 1657 
NMR(DMSO-d 6 ;270MHz) 6 (ppm) : 7. 60(lH,d,J=15.8Hz), 

7. 40 (1H, d, J=2. 0Hz) , 7. 28 (1H, dd, J=2. 0, 8. 4Hz) , 7. 18 
(1H, d, J=15. 8Hz) , 6. 99 (1H, d, J=8. 4Hz) , 4. 02 (3H, s) , 
3. 99 (2H, t) , 3. 90 —3. 80 (2H, m) , 3. 85 (3H, s) , 3. 80 (3 
H,s), 1. 80— 1.55 (4H,m), 1. 00— 0. 85 (6H, m) 

[0 09 6] 2 : 

(E)-7-;* 9vu-l, 3- i^^P fcVU-8- ^ ]) 

S^T/^t K3. 34ml (26. 5 ^ V ^e/W) <D*?y— /U36 
0ml -S^15ml^^^5, 6-i^T ^ / -1, 3- i^^n tf 
tV?? 3 ? i//l<>6. 0 g (26. 5^U -=e/W) ^TTk^T^o < t> Jo 



43 

U (E) -6-T ^ y -5- (3- 7 =. ^P^UfV)- 
l^-^PtVU^^WU (fc^feC) £6. 30 g (1R^70 

[00 9 7] : 159. 5—161. 0 <C 

IR(KBr) v max (cm* 1 ) : 1687, 1593 

NMR(CDCl 3 ;90MHz) 6 (ppm) : 9. 75— 9. 60(111, m), 7.60— 
7.25(5H,m), 7. 00— 6. 80 (2H, m) , 5. 70 (2H, brs) , 4.00— 
3.70(4H,m), 2. 00— 1. 40(4H, m) , 1. 10— 0. 75 (6H, m) 
MS m/e (ffi^f^S) : 340 (100, M*), 130(86) 
[0 0 9 8] {fc-g*>CO6.30g (18.5 * V 
J 240ml &*D;Ufi{fc*— « 4. 32 g (26. 5 ^ V * 
M i 2 NpmUnjniBSC Ufco #»««fflbfc*£**r 
«8lU (E)-l, 3-i^n tVl— 8- y /MM*-^^ 

(fis^ttD) £3.6i g mmm&^m^ti^xm^o 

[0 0 9 9] 

jttj£ : 259.3-261.0 <C (x^y^^JSS) 

SBMStt) : C 67.43, H 6.55, N 16.56 
H$Hfi(%) : C 67.40, H 6.61, N 16.71 
IR(KBr) v max (cm 1 ) : 1700, 1650, 1505 
NMR(DMSO-de) 6 (ppm) : 13. 59 (1H, brs) , 7.70 —7.55(3 
H,m), 7.50— 7.30 (3H,m), 7. 06 (1H, d, J=16. 5Hz) , 3.99 
(2H, t), 3. 86 (2H, t), 2. 80 — 2. 50 (4H, m) , 0.95—0.80 
(6H, m) 

[oioo] {k&&B<oft&v wt&ton&m^&skft 
\*&nmi km&vjymzj:*) ^^3^1.75 g or* 

84%) Sfifl-ttfti bT»fc. 

[0 10 1] : 162.8—163.2 <C 

^mftffim : WWMfc kL-X 
Sfraffi(%) : C 68.16, H 6.86, N 15.90 
3SjBHfi(%) : C 67.94, H 6.96, N 16.15 
IR(KBr) v max (cm' 1 ) : 1690, 1654, 1542, 1450, 1437 
NMR(CDC1 9 ) 6 (ppm) : 7. 79 (1H, d, J=15. 8Hz), 7.65 —7. 
55(2H,m), 7.48— 7.35 (3H,m), 6. 92 (1H, d, J=15. 8Hz), 

4. 1 1 (2H, t) , 4. 06 (3H, s) , 3. 98 (2H, t) , 2. 00 — 1. 60 (4 
H,m), 1.08— 0.95 (6H,m) 

[0102] 3 : 

(E)-l, 3-v^a tVl--8-(3, 4, .5- b V * V * V A>) 

5, 6-v* T ^ J -1, 3- tf/U 9 7 ->-/^5. 00 g (22. 1 ^ 
y^t/U) (Dv^^l^lSOml -*75mlj&&jgffl^ 3,4, 
5- h y * h ^r->Sft»5. 78 g (24. 3 U ^/U) XU*3-(3- 

^*&6. 36 g (33. 2 ^ y ^/U) S:*D;ifco K«jKSrpH5. 5 

<£> P H&:7 k UT^ni2^/UA-e3iattWUfco 
aUiR4:fiftA!fcKT*S»«, h y *.*T?R 

«U S8fcSr«SETB*b*: 0 »«*rixy #^#7-* 
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p^A) 7?»Bt-»KU (E)-6-TS /-1>3- 
tV^-5-(3, h * v-V^xf /ur ^ / ) £ 7 

v'A- «fr&»E) £:8.06g 0R*82%)?F^Jg«*i:bT 

[0103] NMR(CDC1 8 , 90MHz) 6 (ppm) : 7. 85 (1H, br 
s), 7.48(lH,d, J=15. 6Hz), 6. 67 (2H, s), 6. 56(1H, d, J=l 
5.6Hz), 5. 80 (2H, brs), 4. 00— 3. 70 (4H, m) , 3.89(9H, 
s), 1.80— 1.45 (4H,m), 1. 15— 0. 80(6H, m) 

[0104] {t^4£>E<£>io.02 g (22.53; y-=e/w) \Z.*J 

10 ^-y-VlOOml , 2 NykMit-r h y 9 AtK^^K 100ml £: 
ASrSHfcU ^*t4r^^v/*J:QS3feS'r5r k 

[0 10 5] Kfc^ : 161.8—162.6 *C 

3S^ffi(%) : C 61.66, H 6.58, N 13.07 
H«HiS(%) : C 61.73, H 6.37, N 13.08 
IR (KBr) v max (cm" 1 ): 1702, 1643 
20 NMR(CDCl 3 ,90MHz) 6 (ppm) : 12. 87 (1H, brs), 7.72(1H, 
d,J=16.3Hz), 6.96(lH,d, J=16.3Hz), 6.8K2H, s), 4.30 
—3. 95 (4H, m) , 3. 92 (6H, s) , 3. 90 (3H, s) , 2. 10— 1. 50 
(4H,m), 1. 02 (2H, t), 0.90(2H, t) 
[0106] ###1 4 : 

(E)-7-^ ^/U-l, 3- -J-?* fc°A-8-(3, h ^ v- 

^^y/>) (ffc^ttS) 

30 [0107] 

: 168.4 -169.1 <C (^ J —ft, /-fa J; 9 WStfa) 

afiltt(%) : C 62.42, H 6.83, N 12.66 
^SJffi(%) : C 62.48, H 6.60, N 12.70 
IR (KBr) v max (cm' 1 ) : 1698, 1659 
NMR(CDCl 8 ,90MHz) 6 (ppm) : 7. 71 (1H, d, J=15. 8Hz), 6. 8 
6(2H, s), 6.78(lH,d, J=15.8Hz), 4. 30— 3. 95 (4H, m) , 4. 
07 (3H, s), 3.93(6H, s), 3.90(3H,s), 2. 05— 1. 50 (4H, 
m), 1.20— 0.85 (6H,m) 
40 [0108] #%^J 5 : 

(E)-8-(4- ^ h^r^^^y/W) 3- ^Pt 0 

5, e-v^T ^ / -1, 3- v?>^a tVU^ ^ ->/l^2. 00 g (8. 85 ^ 
y -=e^) S.^4-^ h VttfltKl. 73 g (9. 74^ y ^-/U) 

29 g (iiW4R*68%)t#fc 0 
[0 10 9] 

M& : 159.8 -161.3 *C (^^ 7 — 9 S^ B H 0 ) 

5c*5^«fffi : CaiHasNtai: L"C 
50 3S^fB(%) : C 65.94, H 6.85, N 14.64 
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3iaM6<%> : C 65.92, H 6.90, N 14.88 
IR(KBr) v max (cm -1 ) : 1695, 1658 
NMR (DMSO-ds) 6 (ppm) : 7. 72 (2H, d, J=8. 8Hz) , 7. 61 (1H, 
d, J=15. 8Hz) , 7. 16 (1H, d, J=15. 8Hz) , 4. 05—3. 95 (2H, 
m) , 4. 00 <3H, s) , 3. 83 (2H, t) , 3. 80 (3H, s) , 1. 85 — 1. 50 
(4H,m), 1.00— 0.85 (6H,m) 
[0110] &%9t 6 : 

<E)-i, 3-v^r y /u-8-(3, 4, 5- h y y h 3^>;*^ y ^ 
-^v^v ({k^wi i) 

1, Z-isT y A-5, 6- v?T %J*7"7 vvl-3. 0 g (13. 5 ^ 
h * v'tt&Bte. 55 g (14. 9 ^ 
^) «rfliv\ #%#J3 i»$Hfra«©HkfP^J:9 (E)-l, 

3-v^r y yw-6- 7^;; -5-(3, 4, 5- h y y b^^>m 
>r/^T5;y) s^vvi- «fc£*F) ^4.48 g or*75%) 

[0111] NMR(CDCl,,90MHz) 6 (ppm) : 7.90(lH,br 
s), 7.56(lH,d, J=16.0Hz), 6. 71 (2H, s), 6. 57 (1H, d, J=l 
6.0Hz), 6. 15— 5.60(4H,m), 5. 50— 5. 05(4H, m), 4.75— 
4.45(4H,m), 3.90(9H,s) 

[0 112] ik&mE.<DRt>V {£ffc£^F04. 34g (9.8 

ffrg* 1 1 £2. 81 g (iR«68X»«||fftfi»3tc Ltfl 

fco 

: 253.1—255.4 ^ (v^^rlh <9 SittS) 
5cSf$>#Hii : C2«05l/2H 2 0i:Lt 
SSMSft) : C 60.96, H 5.81, N 12.93 
HSMfi(%) : C 61.05, H 5.60, N 12.91 
IR(KBr) v max (cm" 1 ) : 1704, 1645, 1583, 1510 
NMR(CDC1 3 ) 6 (ppm) : 12. 94(1H, brs), 7. 73(1H, d, >16. 
3Hz), 7.05(lH,d, J=16.3Hz), 6.81(2H,s), 6:12—5.92 
(2H,m), 5.37— 5.22 (4H,m), 4. 83— 4. 76 (4H, m) , 3. 91 (6 
H,s), 3.90(3H, s) 
[01 13] #%#J 7 : 

(E)-l, 3-i?T y ;W7- * ^vW8-(3, 4, 5- h y ^ h 

fl^«jB<Z>ftbt> WL^il 1(^1. 13 g (2.67 ^ y 

£620mg (iR*53%) t LT#fc 0 

[0 1 14] 

m& 189.0-191.1 <c ffim^/uxvwmg*) 

TcMfrmfe : CaH»NA t LT 
SUMSW) : C 63.00, H 5.97, N 12.77 
M$M(%) : C 63.00, H 6.05, N 12.85 
IR(KBr) v max (cm -1 ) : 1699, 1660 

NMR (CXI,, 90MHz) 6 (ppm) : 7. 78 (1H, d, J=16. 0Hz) , 6. 8 
5(2H,s), 6.84(lH,d, J=16.0Hz), 6. 30— 5. 75(2H, m), 5. 
45— 5. 10(4H,m), 4. 85— 4. 55 (4H, m) , 4.07(3H, s), 3.92 
(6H, s), 3.90(3H,s) 
[0115] 8 : 

(E)-l, * ^/U- 8- (3, 4,5-h]i^ h *r v-* 
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5, 6- v*7 ^ / -1, 3- v^^A- V y 75 g (18. 7 ^ y 

^e/^) ^1^3, 4, 5- h y ^ h ^i/S^^4. 90 g (20. 6 ^ ]) 

8 «r5- 49 g (9*4**63%) t Ltftfc. 

[0 116] 

m& : 136.8-137.3 ^ (^ y Q If j^S) 

39Kffi(%) : C 63.81, H 7.28, N 11.91 
10 MMi&(%) : C 63.63, H 6.93, N 11.99 
IR(KBr) v max (cm" 1 ) : 1692, 1659 
NMR (CDC1 3 , 90MHz) 6 (ppm) : 7. 68 (1H, d, J=15. 8Hz) , 6. 8 
0(2H, s), 6. 79(lH,d, J=15. 8Hz), 4. 30— 3. 90 (4H, m) , 4. 
03 (3H, s), 3.95(6H, s), 3. 91 (3H, s), 1. 90— 1. 10 (8H, 
m), 1.05— 0.80 (6H,m) 
[0117] ###| 9 : 

(E)-8-(4- y b3rv--2,3- * ^/^^ ]) 3-^7° 
atT/^-^^V ({b^l 2) 

5,6-v^T^ 7-1,3- v^n fcT/UiJr ^ ^/U2. 31 g (10.245; 
20 y ^-/W &tf4-y h ^r->-2, 3- is* ^^^LW2. 42 g (1 

5.4 ^y-e/u) «rfflv\ i i ra«ojftfP*:?T 

ri:tc:J:t? x fk-&«l 2 S:1.96g (JR*48%) 

[0118] ffli^ : 270. 7—271. 3 <C 

3@^ftt(%) : C 66.64, H 7. 11, N 14.13 
Ha>Hfi(%) : C 66.68, H 7.20, N 14.04 
IR(KBr) v max (cm -1 ) : 1704, 1650, 1591, 1269 
30 NMR(DMS0-d«;270MHz) 6 (ppm) : 7. 93 (1H, d, J=16. 3Hz) , 

7. 57 (1H, d, J=8. 9Hz) , 6. 88 (1H, d, J=8. 9Hz) , 6. 82 (1H, 
d, J=16. 3Hz) , 3. 98 (2H, t, J=7. 1Hz) , 3. 86 (2H, t, J=7. 3H 
z), 3.8K3H, s), 2. 32 (3H, s), 2.09(3H, s), 1.80—1.55 
(4H,m), 0.95— 0.80 (6H,m) 

[01 19] ###J 1 O : 

(e)-8-(4- y h^v-2, 3- i?t ^vi^^y /i^)-7-y ^/u 

-1,3- i?-?* tVP^ri^V^V- (fb^^ll 3) 

[0120] <k^«B^ftt>9 9 X*nh fhtz.it 

&m 1 2 (£>4. 00 g (5. 10 * y ^/U) $rfflV^ % ##^J 1 t 
40 tSB?ra«<^»{1sfc: J: «9 i\&m 1 3 Sri. 73 g (4**83%) H 

[0121] : 171. 0—173. 5 

3Saftt(%) : C 67.29, H 7.36, N 13. 64 
HflHBOfr) : C 66.87, H 7.67, N 13.51 
IR(KBr) v max (cm -1 ) : 1697, 1659, 1593, 1493 
NMR(CDCl s ;270MHz) 6 (ppm) : 8. 07 (1H, d, J=15. 3Hz) , 
7. 46 (1H, d, J=8. 4Hz) , 6. 77 (1H, d, J=8. 4Hz) , 6. 67 (1H, d, 
J=15.3Hz), 4. 12 (2H, t, J=7. 3Hz), 4.03(3H, s), 3.98(2 
50 H, t, J=7. 3Hz) , 3.86(3H, s), 2.39(3H, s), 2.26(3H, s), 
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L 85— 1. 50 (4H, m) , 1. 05—0. 90 (6H, m) 
[0122] ###J 1 1 : 

(E)-8-(2,4- is* ^^■/^ i ^y/U)-l f 3-v ? ^ p 
5,6-^7^7-1,3- i?~fxz tf/W9 5S//H.25g (5. 52 ^ 

y^e/w) at^2,4-i/p« b*>"-3- ^ rattan. 35 g 

(6.08 ^y^) *JBv\ il5l3fra«<o*f^S: 

[0123] gfe,& : 255. 2—256. 0 <C 

S^affi (%) : C 64. 06, H 6. 84, N 13. 58 

Hfflffi (%) : C 63. 77, H 7. 01, N 13. 42 

IR(KBr) v max (cm -1 ) : 1694, 1650, 1594, 1495 

NMR (DMSO-cU; 270MHz) 6 (ppm) : 13. 54 (1H, brs), 7.76 

(1H, d, J=16. 5Hz) , 7. 59 (1H, d, J=8. 9Hz) , 6. 99 (1H, d, J=l 

6. 5Hz), 6.84(lH,d, J=8. 9Hz), 3. 99 (2H, t, J=7. 4Hz) , 3. 
85 (2H, t, J=7.3Hz), 3.83(3H, s), 3.70(3H,s), 2.09(3H, 
s), 1.80 — 1.55(4H,m), 0. 95— 0. 80 (6H, m) 

[0124] 12: 

(E) -8- (2, 4r i?*h* is-3- * f ]) /U) -7- * *f*tV 

-1,3- (fk^« 1 5) 

{Y&m B <D\X%> 9 M#%#J 1 1 14© 
1.10g(2.67 «:JflV\ #%Ml t^«<Z) 

/ — /^J: 9 S«S*-rs r £ t^J; <9 . fL^fe l 5 £620mg 
0K#5S» ttJg£«UftA £ Ltdft, 
[0 12 5] ia^C : 191.4—191.8 *C 
TcStiMJHH: : CaftaNA £ LT 
aSiftfflW) : C 64.76, H 7.08, N 13.13 
HSHH(%) : C 64.84, H 7.30, N 12.89 
IR(KBr) v max (cm" 1 ) : 1695, 1654, 1274, 1107 
NMR (CDC1 5 ; 270MHz) 6 (ppm) : 7. 91 (1H, d, J=15. 8Hz) , 

7. 42 (1H, d, J=8. 6Hz) , 6. 98 (1H, d, J=15. 8Hz) , 6. 69 (1H, 
d, J=8. 6Hz) , 4. 1 1 (2H, t, J=7. 4Hz) , 4. 03 (3H, s) , 4. 03— 
3.95(2H,m), 3.87(3H, s), 3.77(3H, s), 2. 19 (3H, s), 1. 
85— 1. 55(4H,m), 1. 03— 0. 94 (6H, m) 

[0126] 13: 

(E)-l, 3-v^n fcVl^-8-(2, h^isxf ]) ;U) 

(fc&%02 0) 

5, 6-isT $ / -1, 3- is^u $ y is;V2. 00 g (8. 85 ^ 

y ^/^) Rz$2 f 3, 4- h y ^ h *ci/mBim2. 32 g (9. 73 ^ 
y^) &m^\ km&mm<D9ki¥$:ftoit 0 

<b f- £ 9 . ffrS* 2 0 Sr 1. 84 g (iR*49%) 

[0127] : 246. 5—246. 8 <C 

Tcifi^Wffi : CzzH^Os £ LT 
aiftffl(%) : C 61.66, H 6.58, N 13.07 
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Hfflffia) : C 61.50, H 6.89, N 13.06 
IR(KBr) v max (cm -1 ) : 1703, 1651, 1504 
NMR(CDCl 3 ;270MHz) 6 (ppm) : 12. 72 (1H, brs), 7.92(1 
H, d, J-16. 5Hz) , 7. 31 (1H, d, J=8. 7Hz) , 7. 09 (1H, d, J=16. 
5Hz) , 6. 7 1 (1H, d, J=8. 7Hz) , 4. 25 —4. 10 (4H, m) , 3. 95 (3 
H, s), 3.9K3H, s), 3.90(3H,s), 2. 00— 1. 65 (4H, m), 1. 
10—0. 85 (6H, m) 
[0128] #%#| 1 4 : 

(E)-7-7 3- is^xx t°/l--8-(2, 3, 4- b y ^ h*is 

io ^r-y-v^v (ik&mz 1) 

Yk^*bB©ft*?9l-##«ll 3Tll?)tl^ft2 0(D 
2.50g(5.84 £rJBV\ #%#J 1 t m$mm<D 

tSri(iJ:5, ffr&«?2 1 £l.70g 0K*66%) Jtfefl- 

[0 12 9] : 153.5—153.8 *C 

5n^^Wffi : C^atoa £ LT 
JSHfaitt(%) : C 62.42, H 6.83, N 12.66 
HMffiOO : C 62.77, H 7.25, N 12.65 
20 IR(KBr) v max (cm -1 ) : 1699, 1657, 1590, 1497, 1439 
NMR(CDCl 9 ;270MHz) 6 (ppm) : 7. 88(1H, d, J=15. 8Hz), 
7. 28 (1H, d, J=8. 9Hz) , 7. 02 (1H, d, J=15. 8Hz) , 6. 71 (1H, 
d,J=8. 9Hz), 4. 25— 3.95(4H,m), 4.03(3H, s), 3.97(3H, 
s) , 3. 91 (3H, s) , 3. 90 (3H, s) , 2. 00— 1. 65 (4H, m) , 1. 10 
— 0. 85 (6H, m) 
[0130] ##09 1 5 : 

(E)-l, Z-is^fu tf/U-8-(2, h * is X s ? V M 

*^ls^zs 2 2) 

5, 6-v^T ^ J -1, 3- iszfx* y i//U2. 00 g (8. 85 ^ 

30 y s.0^2, 4, 5- h y * h *c->m)&m2. 32 g (9. 73 ^ 
y^) ^m^\ km£mft<D#ftt:ftoit 0 

%bfo%> ffi^fa ^2-^ o/V J: 9 If SgJI-r 5 r 

i ^ <fc 9 , 2 2 £870mg0fc^23%) ^Stfe«&* i L 

T»fc 0 

[0131] gfi>fe : 254. 5—255. 7 *C 
7C*5>Wffi : CBHa&a <t LT 
9tttt(%) : C 61.66, H 6.58, N 13.07 
HSHK<%) : C 61.94, H 6.97, N 13.06 
IR(KBr) v max (cm 1 ) : 1693, 1650, 1517 
40 NMR(CDCl 3 ;270MHz) 6 (ppm) : 12. 53(1H, brs) , 7.97(1 
H, d, J=16. 5Hz), 7. 10(lH,s), 6. 99(1H, d, J=16. 5Hz), 6. 
54 (1H, s) , 4. 25 —4. 10 (4H, m) , 3. 95 (3H, s) , 3. 90 (6H, 
s), 1.90— 1.65 (4H,m), 1. 01 (3H, t, J=7. 6Hz), 0. 86 (3H, 
t, J=7. 6Hz) 
[0132] ##0tj 16: 

(E)-7-p< ^/u-l, 3- is-?v tf/L.-8-(2, h*is 
X^})/1>) tcV-^ls «b<&«;2 3) 
ffc-&«lBOftk>9JC##Wl 5X~'&tbthtz{k&%0 2 2<D 

o. 5 g (i. 17 * y *e/i») %m\t\ 1 1 m^m<D 

50 »tfsSrfTofc 0 »feiLSfe*gSSr h/^^/^^r-y-^J: 
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9 S^a-T 5 w <t £ 9 , ffc^tt 2 3 £200mg(ifc^39%) 

[0133] : 195. 5—196. 2 <C 

«BM6«) : C 62.42, H 6.83, N 12.66 
HSMfiOO : C 62. 14, H 7. 12, N 12.56 
IR(KBr) v max (cm' 1 ) : 1688, 1653, 1515, 1439, 1214 
NMR (CDC1, ; 270MHz) 6 (ppm) : 7. 93 (1H, d, J=15. 8Hz) , 
7.05(lH,s), 6.94(lH,d, J=15.8Hz), 6.54QH, s), 4.15 
— 3.90(4H,m), 4.04(3H, s), 3.95(3H,s), 3.93(3H,s), 
3.91(3H,s), 1.90— 1.65 (4H,m), 1. 03— 0. 94(6H, m) 
[0134] 1 7 : 

(E)-8-(2,4- b^v-^y /l-)-l, 3-v^* fcVl^-^ 
«k&&2 4) 

5,6-^^^7-1,3- i^P tT/l^^vvU3.<) g (13. 3 ^ 
y ^A") &t^2, 4-v 5 ^ h 3^>-g&^3. 04 g (14. 60 * V *r 

«9 . K&m 2 4 Sri. 26 g (IR*24%) Sfe^fs t ttf 
&• 

[0135] : 273. 1—273. 7 <C 

7G5K5MJHS : C21H26N4O4 t LT 
JSirafilW : C 63.30, H 6.57, N 14.06 
HillM£(%) : C 62.94, H 6.78, N 14.03 
IR(KBr) v max (cm -1 ) : 1693, 1645, 1506 
NMR(DMS0-d*;270MHz) 6 (ppm) : 13. 39 (1H, brs) , 7.78 
(lH,d, J=16.5Hz), 7. 54(1H, d, J=8.2Hz), 6. 95 (1H, d, J=l 

6. 5Hz) , 6. 63 (1H, d, J=2. 3Hz) , 6. 00 (1H, dd, J=8. 2, 2. 3H 
z), 4.01— 3.85 (4H,m) t 3.89(3H, s), 3.82(3H, s), 1.79 
— 1. 50(4H,m), 0.93— 0.87 (6H,m) 

[0136] ###J 1 8 : 

(E) -8- (2, 4- *J * V * ^ y M -7-* ^/)>-l, 3- i?zf. 

it&m b ©ft«p d xc&nm 1 7 t?» e, tifctt&m 2a<d 

600mg (1.515 y ^-/uOSrfflVV 1 <h »3ETra«<Z>» 

9 S^-T £ £ t J: 9 , ItS-ty) 2 5 £r556mg(Ifc^90%) 
[0 13 7] : 167.6—167.9 'C 

ycm^mm : mum*, ttt 

^Hffi (%) : C 64. 06, H 6. 84, N 13. 58 
HSMtW) : C 63.98, H 6.94, N 13.61 
IR(KBr) v max (cm -1 ) : 1691, 1653, 1603, 1437 
NMR (CDC1 3 ; 270MHz) 8 (ppm) : 7. 92 (1H, d, J=15. 8Hz) , 

7. 48 (1H, d, J=8. 6Hz) , 6. 98 (1H, d, J=15. 8Hz) , 6. 54 (1H, d 
d, J=8. 6, 2. 3Hz) , 6. 50 (1H, d, J=2. 3Hz) , 4. 14 —3. 95 (4 
H,m), 4.02(3H, s), 3.93(3H, s), 3.86(3H, s), 1.91—1. 
65 (4H, m) , 1. 03—0. 94 (6H, m) 

[0138] ###J 19: 

(E)-8-(4- sOi?/U**is-3,5- h^V^f y;W- 
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4-fc Kn^v--3,5- h^teA 165.0 g (22.3 5 U 

^e^) , ^-0-^8.(^1(66.95 y^t/U) 

y ^^CO^-^^^r. ^^f/U^A7^ K50ml4\ 70<C 

500ml i^fc^/c 0 ^uu^/WUOOml T?3E]»ttlL. ft 
Wffi^7KT*2lll^^T*ia?P^*£7KT*2[Hl^^. MtKSK 

IW-by *A-e(8MkU *«Sr«EET«*Ufco 

2 N^K^ft^ h y 9 A7k^fg50ml&U^^ / — /l-50ml£: 

10 an*., isftm%mmmLtc 0 ititgjsi© 

pH£:3£L. ^na^/^50ml"e3EiaWUfco 14^1^ 

r t M <fc 9 , (E) -4--< > vVu;^ i/-3, 5- v? ^ h ^ i^tt 
<{fc£><fcG> £r5.4 g 0K#77%)*Jlrfi*MK*i L 

[0 13 9] jSfc,& : 101.8—102.3 <C 
jbmfrVtit. : CisHiA t LT 
3S^B(%) : C 68.77, H 5.77 
20 HAMS (%) : C 68.95, H 5. 79 

IR(KBr) v max (cm" 1 ) : 2900 (br), 1683, 1630, 1579, 
1502, 1281, 1129 

NMR(CDCl 8 ;90MHz) 6 (ppm) : 7. 80(1H, d, J=16Hz), 7.5 
5 — 7.20(5H,m), 6.80(2H,s), 6. 30 (1H, d, J=16Hz), 5.0 
8(2H, s) 

[0140] 5, $-isT 5 J -1, 3- i?7x* V/U? 1 ? i//U3. 
30 g (14. 5 ^y^/I/) ^Wb^GO5.0 g(15.9 5 V 

30 ~T ^> £ t ^ <fc 9 . fk-&« 2 6 «:5. 44 g (iR^74%) 
*tLT#fc. 

[0141 ] I8L£ : 221. 1—221.4 *C 
Tn^^Wffi : C28H52N40B t LT 
S^ffi(%) : C 66.65, H 6.39, N 11.10 
Hfflffitt) : C 66.65, H 6.51, N 11.01 
IR(KBr) v max (cm" 1 ) : 1704, 1637, 1582, 1505 
NMR(CDCl 8 ;90MHz) 6 (ppm) : 7. 69 (1H, d, J=16Hz), 7.5 
5 — 7.20(5H,m), 6. 96 (1H, d, J=16Hz), 6.80(2H,s), 5.0 
8(2H,s), 4.25 — 3.95(4H,m), 3.88(6H,s), 2.10—1.65 
40 (4H,m), 1.20— 0.80 (6H,m) 

[0142] ###| 2 0 : 

(E)-8-(4- sOi?/U#*i/-3 t 5- h^-isX^V /V)- 
7-^^/^-1,3- ^/Pmtyfy (ft^i2 7) 
fk^*B^ftfc9i21#%ffi|l 9tft?>*lfc^ft2 6(7) 
8.20g(14.5 5;y^-yw) *fflV\ ##«ltlitfH«© 

«9 SMt5 r h J: 9 . fb^fe 2 7 *4. 78 g (iR^64 
%)&&m^ik Ltfffc. 
[0143] IStS : 164. 7—165. 1 <C 
50 7€$lft¥tW : C^NA t LT 
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aitfflW) : C 67.16, H 6.60, N 10.80 
m$M(%) : C 67.01, H 6.61, N 10.70 
IR(KBr) v max (cm -1 ) : 1695, 1659, 1580, 1542, 150 
5, 1455, 1335 

NMR(CDCl 3 ;90MHz) 6 (ppm) : 7. 70 (1H, d, J=16Hz) , 7.5 
5 — 7.20(5H,m), 6. 78 (2H, s), 6. 72 (1H, d, J=16Hz), 5.0 
7 (2H, s) , 4. 25 —3. 95 (4H, m) , 4. 07 (3H, s) , 3. 89 (6H, 
s), 2. 10—1. 65(4H,m), 1. 20—0. 85 (6H, m) 
[0144] ###J 2 1 : 

<E)-8-(2, 3- it* Y 3-i//n 
^> «t&V9 2 8) 

5, 6-i/T ^ / -I, 3- ^ntf/l/^y^/l/ZO g (8. 85 5 
RT$2,Z-i?t h3f^a&ft2.2 g (10. 6 $ ]) *r 
A-) «rfl|V\ tKtfW«<0»fp«rtTofc 0 ft& 

i-6iii^J:9. ffr&«2 8 Sri. 26 g 0K*36%) 

[0145] Ktjft : 236. 0—236. 5 *C 

«IMi[(%) : C 63.30, H 6.57, N 14.06 
SHHtttt) : C 62.99, H 6.71, N 13.83 
IR (KBr) v max (cm -1 ) : 1701, 1652, 1271 
NMR(DMS0-cU;270MHz) 6 (ppm) : 13. 63 (1H, brs), 7.84 
(1H, d, J=16. 8Hz) , 7. 28 (1H, d, J=6. 8Hz) , 7. 14—7. 05 (3 
H,m), 4.00(2H, t, J=7.3Hz), 3. 88— 3. 78 (2H, m) , 3.83(3 

H, s), 3.79(3H, s), 1. 80— 1. 50 (4H, m), 0. 93— 0. 85 (6H, 
m) 

[0146] 2 2 : 

(E)-8-(2,3- iSj* h^-isX^V /\s)-7-*^;U-l,3- -Jrf 
{b&V0B<Oftt>9 i-###J2 1 •Vftt>tltz1k&»2 8<D 

I. 5 g (3.77 ^y^e/u) *fflv\ &nwikm£mm<o 

'*>'£VW1&&1r&zblz£9* ffr&*2 9 Srl.22g 
0Dt*79%) ft%6*|-:RA t LT#ft 8 
[0147] Hj£ : 163. 5—163. 7 «C 

S8MS(%) : C 64.06, H 6.84, N 13.58 
HflHiSW) : C 64.03, H 7.12, N 13.42 
IR (KBr) v max (cm 1 ) : 1695, 1657, 1272 
NMR(DMS0-d 6 ;270MHz) 6 (ppm) : 7. 88 (1H, d, J=15. 8Hz), 

7. 50 (1H, dd, J=l. 7, 7. 6Hz) , 7. 32 (1H, d, J=15. 8Hz) , 7. 1 
7 — 7.06(2H,m), 4.02(3H, s), 4. 02— 3. 98 (2H, m), 3.86 
— 3.81(2H,m), 3.84(3H,s), 3.79(3H,s), 1.80—1.65(2 
H,m), 1.65— 1.50 (2H,m), 0. 93— 0. 84(6H, m) 

[0148] #%#J 2 3 : 

(E)-8-(3, 4- v 5 ;* ^/U^^y /!✓)-!, Z--J^xi tf/U^i^ V 
^> «fc£*3 0) 

5, 6-v?r ^ J -1, 3- tVu £ 7 >vU5. 90 g (26. 0 ^ 

y AO W3, 4-v^ ^/I^tt&»5. 5 g (31. 3 ^ y 
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A) «rffiv\ it3cfflH«otlkfP«:tTofco »fe 

"9, ffr£«l3 0*7.70 g (lR*81%) bT# 
fc. 

[0149] : 252. 7—254. 0 <C 

5c*5MIHS : C21H26NA ttt 
3Uft«(%) : C 68.83, H 7.15, N 15.29 
HSlffi<%) : C 68.43, H 7.22, N 15.22 
IR (KBr) v max (cm" 1 ) : 1700, 1648, 1490 
10 NMR (DMS0-ds;270MHz) 6 (ppm) : 7.40(lH,d, J=16. 2Hz), 

7. 37 (1H, s) , 7. 29 (1H, d, J=7. 2Hz) , 7. 14 (1H, d, J=7. 2H 
z) , 6. 95 (1H, d, >16. 2Hz) , 3. 95 (2H, t, J=7. 2Hz) , 3. 83 (2 
H, t, J=7. 4Hz) , 2. 25 (3H, s), 2.23(3H,s), 1.80—1.55(4 
H,m), 1.00— 0.90 (6H,m) 

[0150] #%#J 2 4 : 

(E)-8-(3,4- v?^^/^^-y/U)-7-^^U-l,3- v^n 
tV^ihV^V tfb£*3 1) 

ft-&«B<D«;t?t)^##«2 3t?#fe*tfcffc^4fc3 OCO 
6.50g(17.8 O^e/l") SrfflV\ ##«| 1 i: fa*3ciafil© 

5 rti^j;^ ft^* 3 1 «:5. 62 g (JR*83%) & 

[0151] : 169. 3—170. 3 *C 

3gg£ffi(%) : C 69.45, H 7.42, N 14.72 

HIffi(%) : C 69.33, H 7.42, N 14.86 

IR (KBr) v max (cm 1 ) : 1693, 1656 

NMR (DMS0-d*; 270MHz) 8 (ppm) : 7. 59 (1H, d, J=15. 8Hz) , 

7. 58 (1H, s) , 7. 49 (1H, d, J=7. 6Hz) , 7. 26 (1H, d, J=15. 8H 
30 z) , 7. 19 (1H, d, J=7. 6Hz) , 4. 02 (3H, s) , 4. 05—3. 90 (2H, 
m), 3.84(2H, t, J=7.4Hz), 2. 27 (3H, s), 2.25(3H, s), 1. 
85— 1. 50 (4H, m) , 1. 00—0. 85 (6H, m) 

[0152] 25: 

(E)-8-(3,5- V* h=^>^y Z-i?7n tVu^ih 

V^V (fb^3 2) 

5,6-v?T^ /-l, 3- t°;l/?7v'^3. 95 g (17. 5 ^ 

y ^A) Xtf3,5-^^ h=¥Vttft»4.0 g (19.2 ^ y^tr 

40 r^l^J;^ 'ft-^* 3 2 £3. 78 g (JR*54%) &&m^k 

[0153] St^C : 248. 7—250. 3 «C 

aHMt(%) : C 63.30, H 6.58, N 14.06 
318946 (%) : C 63.02, H 6.71, N 14.06 
IR (KBr) v max (cm -1 ) : 1687, 1631, 1588, 1494 
NMR (DMS0-d«; 270MHz) 6 (ppm) : 7. 56 (1H, d, J=16. 6Hz) , 
7. 08 (1H, d, J=16. 6Hz) , 6. 78 (2H, d, J=2. 0Hz) , 6. 50 (1H, 
t, J=2. 0Hz) , 3. 98 (2H, t, J=7. 3Hz) , 3. 85 (2H, t, J=7. 3H 
50 z), 3. 79 (6H, s), 1. 80— 1. 50 (4H, m) , 0. 92— 0. 84(6H, m) 
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[0154] ###J 2 6 : 

(E)-8-(3, 5- h^V^f U^) -7-^^/^-1,3- 
3.23g(8.27 ^y^-A-) 4:fflV\ ###J 1 t m$¥\m<D 

ifegk-rz ztfrzy. it&m 3 3 £2. 96 g (jr*p87%) a 

[0155] : 178. 0—178. 2 *C 

TcSf^ffiHB : C*H»N«0« ^Lt 
Sira{K(%) : C 64.06, H 6.84, N 13.58 
H8M£(%) : C 63.87, H 7. 11, N 13.66 
IR(KBr) v max (cm" 1 ) : 1692, 1657, 1592 
NMR(DMS0-de;270MHz) 6 (ppm) : 7. 59 (1H, d, J=15. 9Hz), 

7. 35 (1H, d, J=15. 9Hz) , 6. 98 (2H, d, J=2. 9Hz) , 6. 51 (1H, 
t,J=2.9Hz), 4.04(3H,s), 4. 10— 3. 95 (2H, m) , 3.90—3. 
75(2H,m), 3.80(6H, s), 1. 80— 1. 50 (4H, m), 1.00—0.80 
(6H, m) 

[0 15 6] #=%#J2 7 : 

(E)-8-(3- ^ h p 11 t°/U^t yf V 

(Yfc^«3 4) 

5,6-i^T ^ Z-1,3- i/^n tVu^^V/W.O g (17. 7 ^ 
y ^e/U) h a j£&^3. 8 g (19. 5 ;D ^/U) % 

4:3. 86 g (JR4S57%) 8«6*f:R A t LT#fc 0 

[0157] Hfe^ : 256. 5—256. 8 *C 
^nUf^WfS : dAmO^SCBHsCH, t LT 
Sf&ffi(%) : C 61.32, H 5.70, N 17.23 
USHfiOO : C 61.64, H 5.94, N 17.29 
IR(KBr) vmaxb" 1 ) : 1701, 1649, 1529, 1355 
NMR(DMSO-d*;270MHz) 6 (ppm) : 8.42(1H, s), 8. 19 (1H, 
d, J=8. OHz) , 8. 12 (1H, d, J=7. 6Hz) , 7. 80—7. 65 (2H, m) , 
7. 25 (1H, d, J=16. 5Hz) , 4. 00 (2H, t, J=7. 2Hz) , 3. 86 (2H, 
t, J=7. 3Hz) , 1. 80 — 1. 55 (4H, m) , 1. 00—0. 80 (6H, m) 

[0158] ###J 2 8 : 
(E)-7-^ 8-(3-~ h X3 ^ ]) 
-y->^V ({fr&»3 5) 

3.20g(8.36 ^y^e/P) 4:^1/ \ ###J 1 t »£t3c|PJ«0> 

9HJBA-r-5rt^i:9. {b£^3 5 4:2.41g 
0R*73%)|tft«-«ftfc 
[0 15 9] : 218.2—218.4 *C 

TcKt^WfB : C^kNsO, ilt 
Slftffi(%) : C 60.44, H 5.83, N 17.62 
HaiffiW) : C 59.94, H 5.97, N 17.43 
IR(KBr) v max (cm" 1 ) : 1699, 1662, 1521 
NMR(DMS0-d 6 ;270MHz) 6 (ppm) : 8.70(lH,m), 8.24(1H, 
d, J=7. 9Hz) , 8. 19 (1H, dd, J=l. 6, 7. 6Hz) , 7. 78 (1H, d, J=l 
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5.9Hz), 7.7K1H, t, J=7.9Hz), 7. 61 (1H, d, J=15. 9Hz) , 
4.08(3H, s), 4.01(2H,t, J=7. 3Hz), 3. 85 (2H, t, J=7. 3H 
z) , 1. 85 —1. 55 (4H, m) , 0. 91 (3H, t, J=7. 5Hz) , 0. 87 (3 

H, t, J=7. 4Hz) 
[0160] 2 9 : 

(E)-8-(3- y/^^tu^^]} M-l, fcVu^-y-^ 
V (ffc^*3 6) 

5, 6-v?7 ^ J -1, 3- v?/p tT/P ? 9 vvl-3. 95 g (17. 5 ^ 
y*/^) S^^AtnS^iS. 19 g (19.2 3; y ^/U) 
10 4rfflV\ ifS^«<7>»fP«r?Tofco #&*b£ 

fciO, <\&mz 6 4:4. 67 g <JR*79W&|*|tfi»*£ 
LTftfco 

[0161] §fc,& : 265. 0—265. 9 *C 
7C*^*fffi : C19H21NAF <t Lt 
3Sf&fiS(%) : C 64.03, H 5.94, N 15.72 
HflMttW) : C 64.02, H 5.96, N 15.46 
IR (KBr) v max (cm 1 ) : 1701, 1646 
NMR(DMS0-de;270MHz) 6 (ppm) : 7. 63 (1H, d, J=16. 3Hz) , 
20 7.53 —7.41 (3H,m), 7. 23— 7. 15 (1H, m), 7. 12(lH,d,J= 
16. 3Hz) , 3. 99 (2H, t, J=7. OHz) , 3. 86 (2H, t, J=7. 3Hz) , 

I. 80 — 1.50(4H,m), 0. 93— 0. 85 (6H, m) 
[0162] ###| 3 0 : 

(E)-8-(3- ^ y /U) -7-^ 3- t° 

✓mmtx^v ab^*3 7) 

fb^*B <Di\t> 9 2 9 ^#&*Lfc{fra>«l 3 6 CO 

2. 92 g (8. 19 ^y^t/V) &fflV\ ##« 1 t 

^•tOSJBfi-rsrtiJlJ;?), ffr&»3 7 4:2. 67 g 
30 (iR*88%) » JtfefcHRift £ L T #fc 0 

[0 16 3] : 161.9—162.0 *C 

7C*»Sfffi : C20H23N4O2F <*: LT 
9ttffi(%) : C 64.85, H 6.26, N 15.12 
H8Mt(%) : C 64.61, H 6.40, N 14.86 
IR (KBr) v max (cm' 1 ) : 1693, 1656, 1544 
NMR(DMS0-d6;270MHz) 6 (ppm) : 7. 80— 7. 60 (3H, m) , 7. 
50—7. 38 (2H, m) , 7. 19 (1H, dt, J=2. 3, 8. 3Hz) , 4. 04 (3H, 
s), 4.00(2H, t, J=7. 3Hz), 3. 84 (2H, t, J=7. 5Hz) , 1.80 
— 1.55(4H,m), 1.00— 0.80 (6H,m) 
40 [0164] #%^J 3 1 : 

(E)-8-(3- ta^^y /U)-l,3-i^^i3 

«t**3 8) 

5,6-^7^-1,3- v^n tf/l/^? *>/U3. 95 g (17. 5 5: 

y^e/W XW3-^ piatt&ifc3.5ig (19.2 5:y^e/W 4r 

<fc V , it&m 3 8 4:4. 44 g (1R^67%) Srjf HfeSg^a L 

[0165] : 258. 9—259. 4 *C 

50 5cm^Wffi : C I9 H 21 N 4 02C1 LT 
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afilfflW) : C 61.21, H 5.68, N 15.03 
: C 61.52, H 5.73, N 14.79 
IR(KBr) v max (cm -1 ) : 1700, 1644, 1588, 1494 
NMR(DMSO-ds;270MHz) 6 (ppm) : 13. 7(1H, brs), 7.71— 
7. 52 (3H, m) , 7. 48 —7. 39 (2H, m) , 7. 12 (1H, d, J=16. 3H 
z), 3.99(2H, t, J=7.0Hz), 3. 86 (2H, t, J=7. 0Hz) , 1.80 

— 1. 50 (4H, m) , 0. 93—0. 84 (6H, m) 
[0166] ###J 3 2 : 

(E)-8-(3- ^PP^f|j;u)-7-^ ^A--l, 3- t:°/u 
^IhV^V (fk^*3 9) 

fb^«B<Pftb9 M#%#|3 1 X^bthti{t^3 SCO 
2. 85 g (7. 66 ^y^/u) «rfl§V\ 1 i JifSlRlfil© 

t* 5 - £ <fc 9 , ik&m 3 9 4:2. 69 g (lR*91%) 

[0 16 7] : 167.7—167.9 <C 

aRMK(%) : C 62.09, H 5.99, N 14.48 
HjflM£(%> : C 62.00, H 6.08, N 14.27 
IR(KBr) v max (cm" 1 ) : 1691, 1657, 1543 
NMR(DMS0-de;270MHz) 6 (ppm) : 7.99(lH,s), 7.72QH, 
d,J=6.6Hz), 7.63(lH,d, J=15.8Hz), 7.50 — 7. 30 (3H, 
m), 4.05(3H, s), 4. 00 (2H, t, J=7. 5Hz) , 3. 84 (2H, t, J=7. 
4Hz), 1.80— 1.55 (4H,m), 1. 00— 0. 80 (6H, m) 
[0168] 33: 

(E)-8-(2- ^ X3 xx^=f~\) /u) -1,3-^X2 \?;V*cy-^ls 
«t&M4 0) 

5, 6-v^T ^ J -1, 3- tf/U ^ VA-3. 00 g (13. 3 ^ 

y u aSftS2. 67 g (14. 6 ^ V *sl>) £r 

Sr3.72g (iR*82%)efe*fttai:Ur#fc„ 

[0169] jSt/k : 269. 4—269. 9 <C 
5c^^*fffi : C I( ft,NACl tLt 
3®^fif (%) : C 61.21, H 5.68, N 15.03 
MMiiM. (%) : C 60. 94, H 5. 69, N 14. 68 
IR(KBr) v max (cm' 1 ) : 1695, 1645, 1493 
NMR(DMSO-de;270MHz) 6 (ppm) : 8. 00— 7. 80 (2H, m) , 7. 
55—7. 50 (1H, m) , 7. 45—7. 37 (2H, m) , 7. 12 (1H, d, J=16. 5 
Hz) , 3. 99 (2H, t, J=7. 3Hz) , 3. 86 (2H, t, J=7. 4Hz) , 1. 80 

— L 55 (4H, m) , 1. 00—0. 80 (6H, m) 
[0170] 34: 

(E)-8-(2- ? n n y /U)-7-^ f/Wl, 3- v^n tVW 
^rf-V^V Mfc£4fc4 1) 

ffc^ttB 0 i-#^0»j3 3T#&iXiUfr&«>4 0C0 

2.37g(6.37 *y*/U) *JBV\ 1 i: f3c»Sia«© 

feA^S 9, fc<£^4l£l.88g 0R*77%)H 

[0 17 1] Rk;£ : 159.0—159.9 X> 
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Tcmftffiiig. : C^oH^ACl ^Lt 
aSMK(%) : C 62.09, H 5.99, N 14.48 
USHttft) : C 61.75, H 6.14, N 14.45 
IR(KBr) v max (cm 1 ) : 1696, 1650, 1544 
NMR(DMS0-d*;270MHz) 6 (ppm) : 8. 10 (1H, dd, J=2. 3, 7. 3 
Hz), 7.97(lH,d, J=15.5Hz), 7. 55— 7. 50 (1H, m) , 7.46— 
7. 35 (3H, m) , 4. 05 (3H, s) , 4. 00 (2H, t, J=7. 3Hz) , 3. 84 (2 
H, t, J=7. 3Hz) , 1. 80—1. 55 (4H, m) , 1. 00—0. 80 (6H, m) 
[0172] #%#J 35: 
10 (E)-8-(2- ^ y S-i^/P \?J\s*y- 

> (ft^*4 2) 

5, ^ 7-1, 3- -J-fn fc p /U£^>/l'3.00g (13.3 ^ 

y ^e/U) &{/2-7;^nSKK2. 43 g (14. 6 ^ ]) *e/V) 

^4 2 8:3. 23 g (JR*68%) afeft-JR* Ltft^ 
[0173] Hfc^ : 258. 8—259. 2 <C 

*HrafiI(%) : C 64.03, H 5.94, N 15.72 
20 HJBHt(%) : C 64.01, H 6.11, N 15.52 
IR(KBr) v max (cm 1 ) : 1702, 1648 
NMR (DMS0-d6 ; 270MHz) 6 (ppm) : 7. 85—7. 77 (2H, m) , 7. 
46—7. 32 (1H, m) , 7. 29—7. 23 (2H, m) , 7. 16 (1H, d, J=16. 5 
Hz) , 3. 99 (2H, t, J=7. 1Hz) , 3. 86 (2H, t, J=7. 3Hz) , 1. 80 
— 1. 55 (4H, m) , 1. 00—0. 80 (6H, m) 
[0174] #%#J 3 6 : 

(E)-8-(2- ~7jV^rxx ^ y 3- *J-?xi t° 

A**^^ iXt^m 4 3) 

30 3.5o g (9.83 ^ »*esv) &m^\ 1 1 msmmo 

^t^r^llj;^ ffr&»4 3 Sri. 23 g (I&^34%) S 

[0175] gbk : 155. 5—155. 9 <C 

Serais (%) : C 64.85, H 6.26, N 15.12 
: C 65.00, H 6.44, N 15.34 
IR (KBr) v max (cm" 1 ) : 1694, 1660 
NMR (DMSO-ds; 270MHz) 6 (ppm) : 8. 02 (1H, t, J=8. 3Hz) , 
40 7. 75(1H, d, J=15.5Hz), 7. 47 — 7. 40 (2H, m) , 7.40—7.25 
(2H,m), 4.03(3H, s), 4. 00 (2H, t, J=7. 4Hz) , 3.84(2H, t, 
J=7.4Hz), 1.80— 1.55 (4H,m), 1. 00— 0. 80 (6H, m) 
[0176] 3 7 : 

(E) -8- (4- ^ h * v--2, 5- is* =^;V^ ]) /U) -1, 3- 

5,6-^X^7-1,3- v^7 p Ptr/U9 7i^^2.5 g (11. 1 ^ 
y^e/V) &T74-7 h^V-2,5- ^^^/WajftK2.51g (1 
2. 175: y ^#^fj 1 £ fStf Pia^tftf^SrtT 

50 r £J^J;9. it^mi 4 Sri. 98 g (IR*45%) Sfettft £ 
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[0177] HkjR : 268. 0—269. 2 *C 

aitffiW) : C 66.65, H 7.11, N 14.13 
HWffiW) : C 66.82, H 7.34, N 14.14 
IR (KBr) v max (cm -1 ) : 1694, 1644, 1506, 1261 
NMR(DMS0-cU;270MHz) 6 (ppm) : 12. 95 (1H, brs), 7.95 
(1H, d, J=15. 8Hz) , 7. 42 (1H, s) , 6. 89 (1H, d, J=15. 8Hz) , 
6. 66 (1H, s) , 4. 19 —4. 07 (4H, m) , 3. 86 (3H, s) , 2. 48 (3 
H, s), 2. 21 (3H, s), 1.91— 1.74 (4H,m), 1. 02 (3H, t, J=6. 
9Hz), 0. 93 (3H, t, J=6. 9Hz) 
[0178] ##0rj 3 8 : 

(E)-8-(4- * h*is-2 f 5- ^/UX^D /V)-7-* 
-1,3- v^n tf/U^^V (ft^»4 5) 

B (Dftfc 9 3 7 tbHfrik&Vo 44© 

973mg(2.45^ y^E-/U)SrfflV\ ###J 1 £ t£f3:|^«<Z>Jft 

Silg*i--6 ^iiai it^mi 5 £966mg(J&^96%)« 

[0179] ia^C : 245. 3—246. 3 <C 
TC^^Wffi : C^oN.a t tt 
SUMS (ft) : C 67.30, H 7.36, N 13.65 
3HBM£<%) : C 67.37, H 7.51, N 13.69 
IR (KBr) v max (cm" 1 ) : 1690, 1655, 1508, 1261 
NMR (DMSO-cU; 270MHz) 6 (ppm) : 7. 96 (1H, d, J=15. 8Hz) , 

7.41(lH,s), 6.70QH,d, J=15.8Hz), 6.66(1H, s), 4.14 
— 4.09(2H,m), 4.05(3H,s), 4. 01— 3. 95(2H,m), 2. 48(3 
H,s), 2.22(3H,s), 1. 91— 1. 77 (2H, m), 1. 74— 1. 63 (2H, 
m), 1.03— 0.94 (6H,m) 

[0180] 3 9 : 

(Z) -8- (3, 4- h*^X^D /U) -7- ^ ^/U-l, 3- *s-f 

Plf^fyfy ({££^4 6) ({t&%Ql t(Dm& : 4 
CDJl^) 

#%#J 1 1 ©2. 00 g (4. 85 ^ y ^r/W) 

£^uu*/W* 180ml fil^U *»*Sr24l*WIfla»b 

86%)»JSftf&*£ UT#fc (ffrg>«>4 6 irffrg* 1 ©It 
tt, NMRMi-i: f9*&6 : 4 T?fcofc) 0 

[0181] gft,ft : 115. 2—119. 4 <C 
TC^^tfffi : MUM* ttt 
SSfinffiW) : C 64.06, H 6.84, N 13.58 
HaUffi(%) : C 64.02, H 6.82, N 13.46 
IR (KBr) v max (cm" 1 ) : 1695, 1656, 1521 
NMR (DMS0-d 6 ; 270MHz) 8 (ppm) : 7. 60 (1 X 4/10H, d, J=l 
5. 8Hz) , 7. 40 (1 X 4/10H, d, J=2. 0Hz) , 7. 32—7. 17 (2 X 4 
/10H +2 X6/10H,m), 6. 99 (1 X 4/10H, d, J=8. 4Hz) , 6.9 
4(1X6/10H, d, J=12. 7Hz), 6. 92(1 X6/10H, d, J=8. 2Hz), 

6.39(1X6/10H, d, J=12.7Hz), 4.02(3 X4/10H, s), 4.1 
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0— 3. 80(4H,m), 3. 85(3X4/10H, s), 3. 80(3X4/10H, s), 
3.77(6X6/10H, s), 3. 64 (3 X 6/10H, s), 1.80—1.55(4 

H,m), 1.00— 0.85 (6H,m) 
[0 18 2] #%#J4 0 : 

(E)-8-(4- ai h ^r:/^f !i 3-^7°n If /l/^rt yf 

> (tk&%}4 7) 

5, 6-v^T 5 / -1, 3- *s-fx* fcT/U£ y ->/U3. 0 g (13. 3 ^ 
y *eA») StF4-x h ^->a&»2. 80 g (14. 6 ;U *r/l>) 

«rfflv\ ###11 km£mm<D»ft&ffviz 0 mbthz> 

4 7 £3. 57 g (lfc^70%) <t Ltflt 

[0183] jSfc/k : 261. 6—262. 0 <C 

3gfraffi(%) : C 65.96, H 6.85, N 14.65 
MfflU (%) : C 65. 93, H 7. 13, N 14. 65 
IR (KBr) v max (cm 1 ) : 1701, 1635, 1516, 1261 
NMR(DMS0-d«;270MHz) 8 (ppm) : 13. 37 (1H, brs), 7.59 
(1H, d, J=16. 5Hz) , 7. 55 (2H, d, J=8. 6Hz) , 6. 96 (2H, d, J= 
8. 6Hz) , 6. 88 (1H, d, J=16. 5Hz) , 4. 07 (2H, q, J=6. 9Hz) , 
20 3.99(2H, t, J=7. 3Hz), 3. 86 (2H, t, J=7. 3Hz) , 1. 73 (2H, 
m), 1. 58(2H,m), 1. 34 (3H, t, J=6. 9Hz), 0. 90 (3H, t, J=7. 
3Hz), 0.87(3H,t, J=7. 3Hz) 
[0184] #%0J 41: 

(E) -8- (4- ^ h }) ^/U--l, 3- v^n fc° 

/U^V^V «fr&«0 4 8) 

ft^»B©ftfc»9l:#%«4 0^#feftfcfl^&tt4 7(7) 
2.0 g(5.23 sy^e/u) 4:fflv\ 

<t!)^t§r<l:ia^ {frg*4 8«rl.72g OR* 
30 83%) ttHb&fl- <t ITftfc. 

[0185] gfe/k : 174. 7—175. 0 <C 
TC^^Wffi : C^fW^a t LT 
3S^{fi(%) : C 66.65, H 7.11, N 14.13 
HfllffiW) : C 66.60, H 7.20, N 14.27 
IR (KBr) vmaxfcm- 1 ) : 1702, 1660, 1515, 1252 
NMR (CDCh; 270MHz) 8 (ppm) : 7. 74 (1H, d, J=15. 8Hz) , 
7. 52 (2H, d, J=8. 6Hz) , 6. 92 (2H, d, J=8. 6Hz) , 6. 76 (1H, d, 
J=15. 8Hz) , 4. 09 (2H, t, J=7. 6Hz) , 4. 08 (2H, q, J=6. 9Hz) , 

4. 04 (3H, s) , 3. 99 (2H, t, J=7. 6Hz) , 1. 44 (3H, t, J=6. 9H 
40 z), 1.00(3H,t, J-7.6Hz), 0. 97 (3H, t, J=7. 6Hz) 

[0186] #%#| 4 2 : 

(E) -8- (4- rf n # * y /U) -1, 3-v^ n tV^^r ^ ^ 

iit&mA 9) 

5, 6-i^T ^ J -1, 3- ^7°n tVL-^ 5 v-^3. 0 g (13. 3 ^ 
y ^/^) &m-^°n atf*S/'8jft»3. 01 g (14. 6 ^ y 
/i-) ^fflV^ > #%#J1 i:«tfra»0*fp«:tTofc 0 ff& 

9 . ft:^ 4 9 Sri. 71 g (JR*33%) »3Kfe«f tt* i: LT 

50 [0187] j^^: : 248. 3—248. 7 ^ 



59 

5£*#Wffi : C 22 H 2B N 4 a i It 
3®^S(%) : C 66.65, H 7. 11, N 14.13 
gSSMSft) : C 66.50, H 7.48, N 14.25 
IR(KBr) v max (cm -1 ) : 1694, 1649, 1514, 1253 
NMR(DMSO-cU;270MHz) 8 (ppm) : 13. 34 (1H, brs), 7.58 
(1H, d, J=16. 5Hz) , 7. 55 (2H, d, J=8. 6Hz) , 6. 99 (2H, d, J= 
8.6Hz), 6.88(lH,d, J=16. 5Hz), 4.01 — 3.95(4H,m), 3. 
86(2H,t, J=7. 3Hz), 1. 78—1. 70(4H, m), 1. 62—1. 54(2H, 
m), 0.98(3H, t, J=7.3Hz), 0. 90 (3H, t, J=7. 6Hz) , 0.87(3 

H, t, J=7. 6Hz) 
[0188] ##fl»J 4 3 : 

(E)-7-^ ^/i--8-(4-^ , n i/;*^ 1 y yP)-l f 3-v^n t 9 
/l^rl^^ 5 0) 

1k&«0B<Dftt> r> i-#%#J 4 2 -CWfejxfcfb'&ftl 49^) 

I. 0 g(2.52 *JSV\ 1 i: fSfSKfiS© 

J: 9 W%£&lTZ> ffc^* 5 O 2r863mg0tX^83 

%)*Jtft«-ttft£ lt#ft, 

[01 89] : 172. 6—173. 5 *C 

TC^^Wffi : CaJFUWJi tbt 
Slfttta) : C 67.30, H 7.36, N 13.65 
HSMtft) : C 67.15, H 7.65, N 13.58 
IR(KBr) v max (cm 1 ) : 1699, 1658, 1514, 1252 
NMR(CDCl 3 ;270MHz) 6 (ppm) : 7. 74 (1H, d, J=15. 8Hz) , 

7. 52 (2H, d, J=8. 9Hz) , 6. 92 (2H, d, J=8. 9Hz) , 6. 76 (1H, d, 
J=15.8Hz), 4. 13— 3.94(6H,m), 4. 04 (3H, s), 1.90—1.6 
2(6H,m), 1.08— 0.94 (9H,m) 

[0190] 4 4 : 

(E)-8-(4- zf h y M-l, Z-*s-?n tr/u^-t^^ 

V <{fr£»5 1) 

5, 6-v*T ^ y -1, 3- tf/I^ y 0 g (13. 3 ^ 

y */u> sw-^ b ^->ast»3. 21 g (14. 6 ^ y -=E-^) 

t«ft fc^t*ty/* J: 5 S«its r t fc i 9 , ft 
5 1 £3. 47 g (i&*64» &fe*Mfcii £ tt#fc e 
[0191] : 237. 3—238. 9 <C 

Ttmfrffim : CaftoNA tit 
S8MS(%) : C 67.30, H 7.36, N 13.65 
HSIttW) : C 67.39, H 7.45, N 13.59 
IR(KBr) v max (cm 1 ) : 1697, 1644, 1514, 1257 
NMR(DMS0-d«;270MHz) 6 (ppm) : 13. 37 (1H, brs), 7.58 
(1H, d, J=16. 2Hz) , 7. 55 (2H, d, J=8. 6Hz) , 6. 97 (2H, d, J= 

8. 6Hz) , 6. 88 (1H, d, J=16. 2Hz) , 4. 04 —3. 96 (4H, m) , 3. 
86(2H, t, J=7.3Hz), 1. 80— 1. 37(8H t m), 0. 97— 0. 84 (9H, 
m) 

[0192] #%#J 4 5 : 

(E)-8-(4- ? h y A>)-1-* 3- iST** h° 

2.0 g(4.87 ^y^e/u) Srfl3v\ iJS^Rlfii© 
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J:9S«*JI"rsri:l2:J:t?. {b-frtt5 2*l.56g OR* 
75») i: LTlfc. 

[0 1 9 3] : 134.8—135.6 'C 

Ttmfrtitm : CuftaNA itt 
3ttffi(%) : C 67.90, H 7.59, N 13.20 
Hffl'Hfi(%) : C 68.22, H 7.88, N 13.49 
IR(KBr) v max (cm" 1 ) : 1696, 1651, 1513, 1247 
NMR(CDCL;270MHz) 6 (ppm) : 7. 74(1H, d, J=15. 5Hz), 
10 7.52(2H,d, J=8.6Hz), 6. 92 (2H, d, J=8. 6Hz) , 6. 76(lH,d, 
J=15. 5Hz) , 4. 13—3. 95 (6H, m) , 4. 04 (3H, s) , 1. 88— 1. 4 
4 (8H, m) , 1. 03—0. 94 (9H, m) 
[0 19 4] ##0J4 6 : 

(E)-8-(3,4- Sxfc K^^f U /U)-7-y^/U-l, 3- 

i "e#e>tbfc{b'&«i i ^>770mg(i. 87^ y ^/U) % 

STs Hftffc^ * m (1. OMlft y ^ U V^ffi) 5. 6ml (5. 6 

ttw«rftSjft«*T?a&»L^ h y ^at« 

^77%) ftfeUffc i LT#, * bt^-^r/Mc J; 9 
£ t ^ <fc "9 *ft»*i:ftfc. 
[0195] : 250. 1—251. 4 <C 

Jgfra{fi(%) : C 62.49, H 6.29, N 14.57 
MM&<$) : C 62.27, H 6. 48, N 14.74 
30 IR(KBr) v max (cm 1 ) : 1680, 1640, 1543, 1306 

NMR(DMS0-de;270MHz) 5 (ppm) : 9. 31 (1H, brs), 8.95(1 
H,brs), 7.49(lH,d, J=15.8Hz), 7. 15 (1H, d, J=2. 0Hz), 
7. 04 (1H, dd, J=7. 9, 2. 0Hz), 6. 98 (1H, d, J=15. 8Hz), 6. 78 
(lH,d, J=7.9Hz), 3.99(2H, t, J=7.6Hz), 3.98(3H, s), 3. 
84 (2H, t, J=7. 4Hz) , 1. 73 (2H, m) , 1. 57 (2H, m) , 0. 90 (3H, 
t, J=7. 4Hz) , 0. 87 (3H, t, J=7. 4Hz) 
[0 19 6] #%#|4 7 : 

(E)-8-(3,4- v?3i h^ri/^^y /U)-7-^ ^/U-l, 3- *Jzf 

V2 tr/U^V^T-ls ({t&%0 5 4) 
40 ###14 61?#fe*tfc{k-&«5 3O390mg(1.01^ y ^ 
/W) Sr^^^/^^AT^ KlQmli^ljSWU ^tu^3r> 
{k^^/K). 20ml (2. 50 ^ y ^r/V) RXf^mX V !?^420m 
g(3.045: y^fr/u) «rJ!)Dx., Slt-»lf: 0 R/S^ 

S ^ <t ^ J: 9 , fb-^ft 5 4 £r237mg(Ifc£p553%) 

[0 19 7] i^^: : 173.8—174.0 
7n^5>Wfa : GJUMk i: bT 
50 agftffi(%) : C 65.44, H 7.32, N 12.72 
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H80ffi(%> : C 65.42, H 7.48, N 12.62 
IR(KBr) v max (cm -1 ) : 1694, 1653, 1508, 1268 
NMR(CDCl 3 ;270MHz) 6 (ppm) : 7. 71 (1H, d, J=15. 5Hz), 
7. 15 (1H, dd, J=8. 3, 2. 0Hz) , 7. 10 (1H, d, J=2. 0Hz) , 6. 89 
(1H, d, J=8. 3Hz) , 6. 74 (1H, d, J=15. 5Hz) , 4. 16 (2H, q, J= 
6. 9Hz) , 4. 14 (2H, q, J=6. 9Hz) , 4. 08 —3. 95 (4H, m) , 4. 0 
5(3H,s), 1. 91 — 1. 76(2H,m), 1. 76— 1. 62 (2H, m), 1.49 
(3H, t, J=6. 9Hz) , 1. 48 (3H, t, J=6. 9Hz) , 1. 00 (3H, t, J=7. 
6Hz), 0. 97 (3H, t, J=7. 6Hz) 
[0198] ###J 4 8 : 

(E) -8- (3- * b^ciy^^V M-l,3-iSzfr* 

fls^ls^ls (ft-&«5 5) 

5,6-^7^ J -1,3- >?7 B ntVW^7^3.0 g (13. 3 ^ 
V^rM * b *S/j&RBfc3. 75 g (14.6 

X V) , it&m 5 5 £3. 43 g (1R*58%) SifeftW* t LT 

[0199] gfe^C : 279. 8—280. 6 *C 
tg*#«« : CaJWM^Br tLT 
3gfra{fi(%) : C 53.70, H 5.18, N 12.52 
HSOffi (%) : C 53. 77, H 5. 20, N 12. 49 
IR(KBr) v max (cm* 1 ) : 1685, 1633, 1599, 1503, 1279 
NMR(DMSO-d6,-270MHz) 6 (ppm) : 13. 42 (1H, brs), 7.85 
(lH,d, J=2.0Hz), 7.61(lH,dd, J=8. 4, 2. OHz), 7. 55 (1H, 
d, J=16. 3Hz) , 7. 15 (1H, d, J=8. 4Hz) , 6. 94(1H, d, J=16. 3H 
z) , 3. 98 (2H, t, J=7. 4Hz) , 3. 89 (3H, s) , 3. 86 (2H, t, J=7. 
4Hz), 1.80— 1.52 (4H,m), 0. 89 (6H, q, J=7. 4Hz) 

[0 2 0 0] #%#J 4 9 : 

(E) -8- (3- * h^rv-^^U/l-) -7-^^/1-1,3 

- 5 6) 

{k£r%dB(D{Xt> <9 fc&mm 4 8 -z%bifc1ti\&m 55^) 

750m g (i. 683: y *m *rfliv\ 1 1 m^mm<Dm 

9 S)B*-r S - i I- <fc 9 , ffc^W 5 6 £:588mg(lfc^76%) 

[02 0 1] : 209. 4—210. 8 <C 

S*#*fffi : GJ^NABr tLT 
3S^{fi(%) : C 54.67, H 5. 46, N 12.14 
m®M(%) : C 54.47, H 5. 51, N 11.91 
IR(KBr) v max (cm" 1 ) : 1693, 1656, 1542, 1500, 1264 
NMR(CDCl 3 ;270MHz) 6 (ppm) : 7. 83 (1H, d, J=2. OHz) , 7. 
68 (1H, d, J=15. 8Hz) , 7. 48 (1H, dd, J=8. 4, 2. OHz) , 6. 92 (1 
H, d, J=8. 4Hz) , 6. 78 (1H, d, J=15. 8Hz) , 4. 13 —4. 07 (2H, 
m), 4.06(3H,s), 4. 01— 3. 97 (2H, m), 3.95(3H, s), 1.90 

— 1.65(4H,m), 1. 00 (3H, t, J=7.4Hz), 0. 97 (3H, t, J=7. 4H 
z) 

[0 2 0 2] ###J 5 0 : 

(E)-8-(2- ^a^e-4,5- b ]) A>)-1, 3-^:7° 

nfcVu^f-V^ 1 ^ (4£&$}5 7) 



(31) %fW{ 2 6 1 3 3 5 2 

62 

5, * 3- v^n \?;U#7*/A'2.0 g (8. 85 ^ 

y^t/V) S.t^2-^n^-4,5- v 5 ^ h*VJfeK»2.80g 

(9.75 ^y-=e/u) *rfflu\ m^mi tmiWSk<o9k^ 
t ± 9 % {fr&4fc 5 7 4:2. 38 g (4**56%) flftggfifHRA 

[0 2 0 3] : 248. 2—249. 5 *C 

5n^^tFf^ : CaH*NABr tit 
9IM£(%) : C 52.84, H 5.28, N 11.74 
10 H$Hfi(%) : C 52.73, H 5.31, N 11.45 

IR(KBr) v max (cm' 1 ) : 1697, 1643, 1506, 1263 
NMR(DMS0-d«;270MHz) 6 (ppm) : 13. 75(1H, brs) , 7.81 
(lH,d, J=16.3Hz), 7.39QH, s), 7.20(1H, s), 7.09(1H, 
d,J=16. 3Hz), 4.00 — 3.82(4H,m), 3.86(3H, s), 3.82(3 
H, s), 1. 76— 1. 54(4H,m), 0. 92— 0. 85(6H, m) 
[0 2 04] ###J 5 1 : 

(E)-8-(2- ^a^e-4,5- v*p« h ^v-J*^ 1 V /l>)-7-* ^/V 
-1,3- i/^n\f/V^>^ (ffr&»5 8) 

20 800mg(1. 68^ ]) ^/^)£fflV\ 1 £ i£l£|^fll<Z>ft 

S r <b K J: 19 , ffc-g* 5 8 £:766mg (IR*593%) Scfe«-«fl 

[0 2 0 5] : 228. 8—229. 4 <C 

3S^ffl(%) : C 53.78, H 5.54, N 11.40 
HS[Hfi(%) : C 53.76, H 5.67, N 11.16 
IR(KBr) v max (cm 1 ) : 1688, 1650, 1509, 1266 
NMR (CDCh; 270MHz) 6 (ppm) : 8. 01 (1H, d, J=15. 8Hz) , 
30 7. U(1H, s), 7.09(lH,s),6. 75(lH,d, J=15.8Hz), 4.15— 
3.92(4H,m), 4.08(3H, s), 3.95(3H, s), 3.92(3H,s), 1. 
91— 1. 77(2H,m), 1. 74— 1. 63 (2H, m) , 1. 03— 0. 94 (6H, m) 
[0 2 06] ###J 52: 

(E) -8- (3- y n ^-4, 5- is* h=¥->^^y /W)-l, Z-Jrf 
(ft^i5 9) 

5, 6-i/T % J -1, 3- tVU ^ 7 VVW. 5 g (6. 64 ^ 

y^t/U) ^3-^n^e-4,5- h^v-^^2. 10 g 

(7.31 sy^/u) ^fflv^ N *«fiii tmmmcom^ 

40 fcfc: J: 19, ft-&«5 9^:2. 11 g (JR*67%) Sfe*M* 

[0 2 0 7] g6£ : 276. 7—277. 5 *C 
TC^^Wffi : CziHasNABr t L-T 
3S^fit(%) : C 52.84, H 5.28, N 11.74 
JliWffift) : C 52.72, H 5.16, N 11.56 
IR(KBr) v max (cm -1 ) : 1701, 1650, 1562, 1498 
NMR(DMS0-d6;270MHz) 6 (ppm) : 13. 44 (1H, brs), 7.55 
(1H, d, J=16. 3Hz) , 7. 39 (1H, d, J=2. OHz) , 7. 36 (1H, d, J= 
2. OHz) , 7. 07 (1H, d, J=16. 3Hz) , 3. 99 (2H, t, J=7. 4Hz) , 
50 3.9K3H, s), 3.86(2H,t, J=7.4Hz), 3.78(3H, s), 1.77 
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— 1 . 52 (4H, m) , 0. 93—0. 85 (6H, m) 
[0 2 0 8] 5 3 : 

(E)-8- (3- ^n^r-4,5- i? * V ^r^f V A>)-7-* ^fr 
-1,3- v^ni (it&mSO) 

B <D{Xt> 9 t-#%#J 5 2 btlltfc&m 5 9 CO 

10 g (2. io 5: y ^e/u) %m*<\ ###U km$mm<D 

£ 9 W$£Mi1rZ> Z.t^XV, {t&m 6 0 £r952mg(J&^93 
%) MM&$tft& t UT#fc 0 

[0 2 0 9] : 180. 9-181. 6 <C 

MS-EI m/e : 490, 492 

IR(KBr) v max (cm -1 ) : 1691, 1648, 1542, 1493 
NMR (CDC1 3 ; 270MHz) 6 (ppm) : 7. 68 (1H, d, J=15. 8Hz) , 
7. 42 (1H, d, J=2. 0Hz) , 7. 02 (1H, d, J=2. 0Hz) , 6. 80 (1H, d, 
J=15. 8Hz) , 4. 13—3. 95 (4H, m) , 4. 08 (3H, s) , 3. 94 (3H, 
s), 3.90(3H,s), 1.90— 1.65 (4H,m), 1. 01 (3H, t, J=7. 4H 
z), 0. 97 (3H, t, J=7. 4Hz) 
[0210] 5 4 : 

(E) -8- (3- t Kp^ is-4- ^ h *r i/X ^ V M -7- * 
-1,3- */-?xi\ffV*ryrls*f-ls (i£&%0 6 3 ) 
##0ij4 e-e^^ttfcf^^S 3<£>500mg(1.30^ ]) 
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* ft ?VK). 40ml (6. 43 ^ y ^/U) &t)^& y ^ A400m 

g(6.50^ y ^e/u) SrJnx., 8 o < ct?5«p|BJnf»«*f u 

tu^vjfjyoi- ; * * » */^> r+mm 

ft^ft6 3 Srl62mg(JR*31%)Hfi,3|fttt*i: LTftfeo 
10 [0211] : 200. 3—203. 6 <C 

MS-EI m/e : 398 

IR(KBr) v max (cm" 1 ) : 1683, 1642, 1512, 1278 
NMR(DMS0-d6;270MHz) 6 (ppm) : 8. 98(1H, brs), 7.52(1 
H, d, J=15. 5Hz) , 7. 22 (1H, d, J=2. 0Hz) , 7. 15 (1H, dd, J=8. 
3,2. 0Hz), 7.06(lH,d, J=15.5Hz), 6. 96 (1H, d, J=8. 3Hz), 

4.02 — 3.97(2H,m), 4.00(3H, s), 3. 84— 3. 82 (2H, m) , 
3. 82 (3H, s) , 1. 80— 1. 50 (4H, m) , 0. 90 (3H, t, J=7. 3Hz) , 
0. 87 (3H, t, J-7. 3Hz) 

[0 2 12] 

20 mm<o%\$k\ mtit^-^^y^m^ 



